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PROBLEM TO BE SOLVED: To provide a medicine capable of maintaining an effective drug 
concentration in plasma for a long time right after administration and sustaining drug effectiveness. 
SOLUTION: There is disclosed a medicine comprising combining a rapid- releasing composition 
containing a drug substance and having within about 60 minutes of time when maximum drug 
concentration in blood is reached, and a release-controlling composition comprising coating a nucleus 
containing a drug substance by a coating agent containing a water-insoluble substance and a pH- 
dependent swellabie polymer. 
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Dt!l/> (3 0) ^Ul3-;U (^D-7^F6 8) * 

hfc»&»SH-Ay7> (DG-L1 ^-/^y* 



*;W KTffLtBU TJU*9-f1f— (OJ- 2 3 0 ^ 

(40t, 1 6BSIW) Lfc«, SSifi. #»U Sfi5 
0 0 — 1 2 5 0 (im(DgS$j|fc s 
[0 0 19] 















10 0 


g 






4 2 


g 






4 0 


g 




(ECG- 5 0 5) 


6 


g 


t Kn+^ntf^-t^p-x (hpc 


-L) 


6 


g 



L£U # U >>x^ U > (160) #U 
U>(30)^UZ3-;i/ (^DZ5/JF6 8) Ttamm (6 
w/w%) , 1 0 0 ml ^m^xm^Vfz. '&<btltzffi& 20 

(dc-li -^-nWM i:tff 
LfflU VJI^^-flf- (OJ- 2 3 0 7pn/wy 
)V) KT&ftLfco »&n&tttt«l«:*ffifc* (4 0 
nc,-16PSPfl) Lfc«, ffiiB. 5 0 0-1 

2 5 0 Mm (Di&^flfc. jie»n»l^X/H77P 
-i3-r>f>^I (SFC-Labo7POhl 

H8) i:xn, x^y— ;ut*o»tt- 4:1) 
JcSWL&fc: Hd+S/^d \±)V*3 L )V±.)\,u-7s (hp 

MO ar*IILT*HL/*8IWfi[&fllfc. SfiltHP 
MC(01H aHfiH»L3% (w/w) t^: Safe's^ ^ 

to 0 2 0] *5EPJ4 (tttUffi») WfiWMB 

*JECT3Tf#e>n^:Sfie2 0 0 g£X/W 7 7 n-M^ 
-^>^i£ffi (SFC-Labo 77n-f>hj£il) H 

An, jl* j-)\,tik<Dm.m eeaut* 4 : d 

LfctKP*y^D^^tJI/P-X (HPMC) 

fite, gtffle^»b3» (w/w) <fc«c*J:5JCBlfiEL 
fco *ViTt#6nfc*BUieL«wX^;Hrj|/D-x, HP 

-10 4, fPTtfrESg) (7 0:1 0:2 0, SftJt) * 



ill, ft 
H&ffteX/W 77D-I3-T^r >^SB (SFC- 
Labo 7P<>Mi) irrff^, MittHPMC 

^§t^^Ifil:«LTl 0w/w^T»5. 

«ttttx^y-;u4:*a)jS« 0§Wit, 7 : 1) lex? 1 
;i/-trjun-x, hpmc, temmtfi) TP UJI/SlI^ 
(/Wt # X73-10 4) «r±fBcDit*-eJjn^., pTSI^J 
*3M»*-T*BU ffiB, »au-ttfg5 0 0-l 
2 5 0 /i m <0#ttttiHffi£f#/i. 

[0021] mmms 

*M«3T»fclRfai 8. 5ngi:*iS«4T»fclBttl 
§^JS{?y 6 

^«OT3Tf#fclSe6jngil|]Sfi0O4TSfc««[l 2 9 mg 

17 

"2T?#fciafi[3 7. 5ng<fc*«M4T»fc«Mftl 
2 9rag^3^^y-tr;UH^c«L, »tt%&dc«&ttUM 

[0 0 2 2] SlJ£0*18 j&»tt«&<BiW« 



fig # 



M^2 M^3 fflj5r4 M^5 



24 
14 

6.7 



mg 



1.5 
1.5 



48 
20 

6.5 

1.5 

1.5 



mg 



48 
20 

6.5 

1.5 

1.5 



mg 



24 mg 48 mg 



14.2 
4.5 

1.5 

1.0 



20 
4.5 

1.5 

1.0 



(8) 



J3 



2.0 



0.3 



2.0 



0.5 



2.0 
0.5 



3.0 

0.5 
1.0 

0.3 



14 
3.0 



0.5 
1.0 

0.5 



12002-179554 



[0 0 2 3] 

(i) mmm 



50 mg 80 mg 



48 g 

28 
13.4 
3 



^^^^^^^(40^,161^^)^, 16t<jvj(DB-Z:m%LL 

[0 0 2 4] 

(2) S&tR* 48 g 
V-TyZ}~fr 20 
a->X*-f 6. 5 
fiB&SfcK of y7° of jl**a~x l. 5 

g^^^*^^i5g^jjpA, mtx'M&Lrzo n^ntzm 

Lfzo CCDmmmH.bglZ, *t7'J>&?* # *yOM).45g£ft] 

[0 0 2 5] 

(3) tfiBStR* 48 g 
*£giWD-* 28.4 



70 



30 



D~>X*-? 9 

roi^ryn-// 6000 1 
&m&Ltz&. ty v\vT ut° whu-i 2g,r«jrat°DUh*> 

6g^5ct^r@5K 2g£^tf*g?iS25g£j!in7L > ¥L0*TfcS£r 

u^co ^#6n^^^^MH:^(4o c c,i6f^ri3)^. 16/ 

**yOA0.54g£Jjn;^ 31^1431^3 <fc Lfc. 
[0026] 40 



80 



80 mg 



48 g 

20 
4.5 
1.5 
0.5 



mg 50 mg 

(4) mmm 

rUXfkW'Ua-* 6000 

t r D*y7° Df lg, V 'Jt'-Af D'JK > 

3g&J;W@5gg lg£^0*r£i&14g£Sn;t, ?L^T'J*:^ 
L/to f#t>n^c)fS^ife^:MJE$z:^(40 , C,16R#r^)^, 16/ 
yviffiZm^mtLLfZo Z(Dm^7l,bgiZ. IflVMV) 

*7->^o.45g^ApA, miimmMAtistzo 

[0 0 2 7] 

(1) *(S)«l«i(DPSB 

^ri^L7t^, r 'ji^ou-a 6000 ug&^zfm&m 2 

4g^#tT7jcig^290g^:^PA, /r-fM^ 7Za^-(FM-VG-10 
3*. A° My9) T*m& L fee % £> nfcM^fe £ h* -A^ 7/(DG- 
L im, A* JO tCTPPLfctJ -(QJ-230) 
TSftL^o t#6n^*ii^%I^MEE^^(40 o C,16B#fe1) 

na. #»u ©^500- 1250 umommmnm 

1050g£»fc„ 

[0 0 2 8] ( 2 ) T»tt»*a<B«i! 
th*D+v7 0 Dt°^fAt*D-X 22. 5g g5ffi0.45g£^7KU/-Jl' 
340ml (80Xl>/-*(W/W» 2 MM. 05g«# 

ttSttfcTflHtMcSBIBLifc. (1) 
(®)!ffie[450gS:9-X^-S©atWjjge» (FD-3S!, A" (I 
An, T»ttK&*ltU T#»*«ae«470gS:» 

[0 0 2 9 ] 



780 g 
144 
108 
36 

24 
72 



(3) tttUMfflRffi (««HW«) <ojfl»« 



^2 



IfMAD-X(45cps) 

th'D4y7 0 Dt°R/lD-X 
r UfW 'J3-A6000 



11.6 

r#(Afk*X9J-103) 
1.6 
4 

2.4 



12.2 mg 

1.6 
4 

1.8 



12.6 mg 

1.6 
4 

1.4 



15 



m 

(90/10 w/w) 



(9) 

0.4 
0.7 
6 

480 



2002-179554 



75 



0.4 
0.7 
6 

480 



0.4 
0.7 
6 

480 



[0030] ( i ) mmmmcommm i 

(2) -Cl»6nfcT»**IHtt200g*9-W-ffl©«»j»fa 
«(FD-3S!.A'4lr ? «»lAn, tttUWWMffiffl^f 1 

9 600-1600 / t mO»ftttWe»250gSr»fc. COWfit 
250g(;:W0. 25g*«* U »*ttlBia 1 

[0 0 3 1 ] (i i) ttttttfSftaSSM 2 

(2) ■C»6tlfcT»WWtt200gt9-X>-Ha>«ftae 

«(fd-3S, n°n^)i:An 4 ^m*jfflJHffi«a^2 *m 

(i) £H«<B:*ffi-C««U *tkttlHtt2«M25 
Og»fc. 

[0 0 3 2] 1 0 *7°tA^|CO*SS^J 

MN8 (1) Tfll&attttlBttl 50Bgt*ifi«9* 



506.7 mg 506.7 mg 506.7 mg 

* (3) (ii) T#fc»ttttWft2 184mg£ 2^(Z>*:#;* 
<Z>*7 B «K3fe«U tt«mM20Bg«:SFtf*7"tMH*» 

[0033] *js^i i i *7 # «a<D*asw 

J0 £ftGOT8 (4) Tf»^ailk1£Mtt4 40Bg£:£ttOT9 
(3) (i) T»Jfc»tettJS1ftl 69mg£3^C>*:i*£ 
^)*7*tJHC**U, *Btllr»60iBgt*tr47*t*a*»fc, 

[o o 3 4] mmmi 2 trnm^mmm 
mmms (4) -cmtzmnamtL4 20mgtmmm9 

(3) (ii) -e»fc*ttttlBfi[2 35mg£ 4 -5f 
©*7*tM;i**U *Bt*ttt0fflgt*tT*7't*ffll«:»fc. 
[0 0 3 5] USSffl 1 3 





5 mg 


10 mg 


10 mg 


D-7>-HI' 


33 


28 


38 




6.7 


6.7 


6.65 




1.5 


1.5 


1.5 


tKn*y7'Df*«n-7 


1.5 


1.5 


1.5 




2.0 




2.0 






2.0 






0.3 


0.3 


0.35 



[0 0 3 6] 

(1) ms&m 50 g 

330 

3->l9~? 67 

i&m&&iywy*t Q mn-i is 

«rBftLfc», th*D*y7 # Dt # *t*D-X 15g*>«fcl/iB5K 20 
g£$tr#fgi£l50g*:JjnA. //-MM* 7-ai/-^-(FM-VC-10 

■C,16B»nB>«, /i'9-5JKP-3H B PBfl»¥*ttIffffi)S 
ffilv 1.0nBO)A'>f» # X>U->-Cl>iiL, 8IS*<bLfc. 
Cl<7)Bfi[*447gf3, X77'J>S!7r^> , )A2.7g^:*A, 
■ttiLft. *7"«**«(6Fffl i rt>-)»CJ:0, XttJH 
3i&50ing£5^O*££<^7 o t*C*«L, ifiKt*t*Sr5m 
g*tr*7 # «ttt3. 000Bf#fc. 
[0 0 3 7] 

(2) &HKM:* 100 g 
IHKCH* 380 
3->X*-f 66.5 
ttKMEtro^Dk'JMUW-X 15 

fcifg^Lfclf, trD*y7*of*»a-X 15g£>J;tfiiIHgg 20 
g£#if*jgffiU50g&Jjn*, A # -MM*7-ak-MFM-VG-10 



50 mg 50 mg 60 mg 
^ m, A*^7»T«*L/t. »6*lfc«l&tt«:i*flE«£»(40 
€ C,16R5|8]>». A*9-*JKP-38l, BS?0f4^t$^-Tf£m)£ 
/fJH, 1.0mm<DA o >f>rx^J->T@Si§U, g*i5fc£Lito 
d<0fiEfi*536gf;:, Xf7'J>K7^^y9A3.2gS:flnA., 3fctilffl 
BittiLfc. *7 a tA^E««(6FIB,rt>'-){U;0, 

*£trt7 - tt*»1.50(MHf*fc. %4IIRtt30Bg6lRl 
tig^5-^(D^:#^(D*7 , 'tA(i^^L. JtBHfctSBmg^tr* 
7 - M«r*92 i 000H»fc. 
[0 0 3 8] 

a. /mit«, *»ta*«ii»nB«)«iiic*oTiw>tt 

50 *|i|*L5S*»tt*Jjft*#UT^*. ibt, MA 




(10) 



17 



^fell?] 2002-179554 



(51) Int. CI . 7 

A 6 1 K 47/38 
A 6 1 P 25/04 

<72)389J# SOL £fi 

MiMtFiMtKttHttBHM -12-17 



F I 7-73-r (##) 

A 6 1 K 47/38 
A 6 1 P 25/04 

F^-A(#%) 4C076 AA54 BB01 CC01 EE09H 

EE23H EE32H EE45H FF31 
FF33 

4C086 AA01 AA02 CB23 MA02 MA03 
MA05 MA37 MA52 NA11 NA12 . 
ZA08 



